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CHUHTE3bI A30TCOAEPKANINX TETEPOHUKJIMYIECKUX
COEIMHEHUI HA OCHOBE «-TAJIOTEHKETOHOB

(0530?)

B 0630pe CHUCTEMATHIUPOBAHBI IAHHBIE 0 METOTIAX CHHTE32 a30TCOHEPIKALIMX TeTe-
POLMKIMULCKUX COCIMHSHUN IUKIOKOHIEHCALMECH (X-FaIOreHKETOHOB C PAIHUHBIMH
BCIIECTBAMM.

a-lanorenkapGOHMIBHEIE COEOMHEHHS IIWPOKO MCHOJBIYIOTCH B CHHTE3E
pasTMuUHEIX reTeporukiaos. OrpoMHBEIE O0BEM MATEPHANA, PACCESHHOIO IO
OeCUnCIeHHBIM  IMyOauKaudsaM, HCAAeT IPAKTUYCCKYM HEBO3MOXHHEM  €ro
WUCUEPIRBAIONIEE U3TOXKEHHUE.

B manHOM 00630pC NMPEANPHHATA NOMHTKAa OOOOLUINTE M CHCTEMATUIMPOBATH
JauTepaTypHbIe cBemeHug mocaenwmx  25—30 srer o mMcTomax CuHTE3a
reTCPOIMKINYCCKAX COCAMHEHMI Ha OCHOBE «-TAJIOFCHKETOHOB B paMKax
A30TCOAEPXAMMK TCTEPOIUKIIOR. '

1. BSAHMOI[EfICTBKE-a-FAﬁOFEHKETOHOB C AHWJIMHOM

uxToKOHICHCANAS @ -TAJMOTEHKCTOHOB €  APOMATWYCCKWME — AMHUHAMH
GBASETCS ONHMM U3 OCHOBHBIX METOMOB MOAYYEHHS 3aMEHIEHHBIX WHIOJIOB
[1—2]. B peakumio BCTYHAiOT «o-TaJOTCHKETOHH anudarmueckoro {31,
apomaTmyeckoro [4, 5|, ammuuksinueckoro psapos [6 1. Peakuug mpoTexaeT OUeHb
MEIJICHHO, TIPW BHICOKOHM TEMIIEpPaType W B TOKE MHEPTHOTO ra3a, BBIXOOBL
KOHEUHBIX TIPONYKTOB, KaK NpPaBmMJIO, upesBbiualiHo amaku. 3asbsuioB C.M. ¢
COTPYRHMKAMM paspaboran yroOHBIX OBYXCTAMHUHBIN METON IIOMYYCHHS
2-zamemeansix wHRoA0B (I) m3 a-GpomreroHoB ammdartmueckoro panpa - [71],
BKJIIOYAXOLUMI CHHTE3 NPOMEXYTOUHOTO (2-R-2-OKCOITHI) TPHMETHIAMMOH M-
6pomuna (ID):

0 0
Me;N + NH,Ph
BrCH,CR ~ —————  Me;NCH,—CRBr~ ——

II

+
Me3NCHzl(IZRBr‘
N

I

R = CH,CHMe,, (CH,),CHs, (CH,);CH;

ABTOpH TpPEAMONATAIOT, UTO LMKJIOKOHmeHCarwms Gpomumna Il ¢ ammwmmmoM
IPOMCXOMUT Yepes IpoMexyTounoe o0pasosanue armaos (111} ¢ mx mocaenymomei
OUKJIW3ALAEH, IPUBOASMEN K npoaykram | ¢ sexogamu 60...909,.
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TTokaszaso [8], uTO IpHM B3AMMONCHUCTBHU C-TAJOTCHKETOHOB C AHMIMHOM
06pa3yroTcs HE TOJIBKO 2-3aMEINEHHBIE HHAOE, HO ¥ 3,5-IHapiIoKCa30IMERbHC
¥ 3,5-nmapmiaTHasonMeBHe Coad. Peakuued apuiOpOMKETOHOB C AHMIMHOM
CHHTE3UPYIOT AaMHUHOKETOHH |V, IpH audiMpoBaHHWM KOTODHIX IIOJYYaroT
COOTBETCTBYIONINE aumapon3eonasie V. Luximsanyus DowIENEMX B IPUCY TCTBUHI
P2Ss5 mpumeommr k 3,5-muapmirmasomuessiM comsm V1. Mcmombsosanme PCls
BMecTo P2S5 mossoasger moayuntsd 3,5-auapriaokcasonmssie comn VII:

o)
0 1 CH,C0),CO
ARCHBr + NH, — = ArCCH,NHPh (G,COC0 C;I ng 3
3
v
N Ar
PCl, O
. ) l
. KI +)\
ﬁ Il’h l\lf CH; 1
——»  ArCCH,NCCH; — b
g : VI
Ar
v NaCIO, | S
PZSS +)\ _
N en, cio,
Ph
VI

2. PEAKIINYG a-TAJOTEHKETOHOB C AMHHOIIMPUIHHAMU
H AMMHOTHA3OJIAMMA

Bo B3auMONEHCTBHE C Q-TAJOTCHKETOHAMM MOIYT BCTYIATh TaKXe
reTeponuKis, conepxamue dbparmentsr NH2C=N— (2-aMHHOTHA30/I5L, 2-aMH-
HOOEH30THA30MbL, 2-AMAHONUPUAWHG W APYTHE), YTO HO3BONACT HOIYUMTh
KOH/ICHCHPOBAHHBIE CHCTEMBL: MMUAA30THA30/IBI, IMHUIA300EH30THA30IB, UMHA~
somupuaEEE B T. 1. [9—38]. Tak, 1pu B3auMONEHCTBUM 2-aMUHONMPHAWHA C
9TII-2-0eH30m1-2-6pOManeTaToM (VII) B 'abCcoamoTHOM ChO#pTE MOAyYaroT
npouspomHoe mmunasormprmmuaa IX ¢ sexomom 90% [9]

NH N Ph
AN 9 7
« |N + PRCCHBr — ———= i |
x
COOC,H; COOC,H,
VI X

ABaIOTAYHO M3 2-aMMHOM3OXWHOIMHA W -T3JIOTEHKETOHOB APOMATHUECKOTO
pSma CHHTE3MpOBaHBl uMunazo{2,1-aluzoxmromuust [10]. W3 2-ammEonmprMu-
IMHA B OTHX X€ YCIOBHax o0pasyiorcs mMpmaszormpmmuimesl [11—13], a u3
1-aneTHIAMIHOXAHOINHA — 3~ameTIINPON3BONHOE AMANA30XuHOmEHA [14 ].

Peaknma 2-aMIHOTHASZ0JIOB C ¢~TaJ0TEHKESTOHAMHA MIHMPOKO HCIOIb3YETCS UL
MOy YeHUS UMHOa30THA30I0B [15—26 1
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Rl

S 0 R R3
I N
l : />——NHZ + RICCHBr ——= | )\ |
x>
N l, RY s~ "N "R?

R R~

R=R'=R?*-1, R®=Me [15], Ar [16, 18, 20, 21], Het [22], CI,COOE! [25]; R=R'=H,
R®=Me, R* = pypun-2 [24]; R=R> =H, R*=Me, R>=MeCqlls [19]; R=R'=Me, R?=H,
R3=Ph [17]; R=Me, R*=R?=H, R® = 5-Me-yprn-2 [23]; R= CH2COOEt, Rl =Et, R>=H,

R3=Ph [26]

Bzaumopeiicreuem 2-amuuobenzoruazona (X) ¢ 6pomMerwia-S-aarpo-2-Gy-
puwiketonoM (XI) cmaTe3upyor mmunazobenszoruazon (XII) {271]:

N a N
@ * BrC}Izg—U @ ﬂ_j I]
s” N, 07 NO, S N 0

X XI XII

NO,

Brenerue B peakupio TUKIUYECKAX COCOUHECHHAM C HECKOJIBKUMU T€TEpoaTO-
MaMK TO3BOJMET IOJYYHMTH CJIOXHBIE KOHICHCUDOBAHHBIE CHCTEMBL Peaxiims
(-OpOMAaNIKIL) APFUIKETOHOB € 2-amuHOo-5-(ewumn-1,3,4-tuapnazmsom  (XIID
IPUBONUT K apuwizaMmemennsiM 2H-wmunaso[2,1-51{1,3,4 lruagiasumam (XIV)
[41, 421

Ph. 1 Ph N R!
Ay 0 Z N
/”\ + BrCHCAr ——w A |
s”” “NH, 0 s N DAr
X1 XV

Tlpu marpesanmu 3-amumoanenadreno[l,2-c]-1,2,4-tpuasmaa (XV) ¢
(a-OpOMMETIUL) aPHIKETOHAMM IOy YaloT 2-apyiisaMenreHibie nMuaaso [2,1-5 Jame-
madreno[l,2-c}-1,2-4-tpuaszuns (XVI) [471:

O .
N. N
(O~ n (o
J\ +  B:CH,CAr — )\
- N N
Q) S, P A
XV

XVi

3. BBAUMOJIENCTBUE «-TAJJOTEHKETOHOB C APOMATHYECKUMU
W TETEPOUMKIMHYECKHMU COEIVHEHMAMMY, COJEPKAIIHMHI
BHUILIMHAJIBHBIE AMMHOIPYIIIIBI HJIU AMUMHOIPYIIILY
WU THOI'PYINTY

Onucan psax reTepomMKIMYCCKUX TPOMSBOMHBIX, IOJIYUECHHBIX peakmuen
C-PAMOTCHKETOHOB M COSOMHECHMIT, CONEPKAIIMX ABE AMUHOTPYIIIE IPH COCETHUX
yraeponHsx aroMax [59—61 ]. Hanmpumep, us o-bermiesnnaMuHEa u ero 4-x10p-
¥ 3,5-TUXIOPIIPOM3BOMHEIX IIOAYUAIOT B MeTaHo e 3-apui-1,2-TuraapoXuHoKCa-
mmael (XVID) [61]:
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R R
NH, 0 N, 2
il = R?
+ BrCH,C R?2 —
RY NH, RY N
H

XVII

Ecnu xe B peakuuso ¢ ¢-TaI0reHKeTOHAMHE BEOAST COSIMHEHUE ¢ BHIUHAABHO
pacnostoxenaeiMu rpymmamu SH w NHz, To B3aumome#icTBHE TPOTEKaeT Iio
MpHUBETCHHOM HIXe cxeme [62—7T75 .

NH ) ' N
~ C/ 2 il ~N C/ X
i + HalCH,CR ———— I

o
" s

R

Asroprr pabotsr [64 ] coobmaror, uro npowssoname mupazono[4,5-b1-1,4-tu-
azmaa (XVIID) ynaerca momyumts peakumeit S-amuHO-4-mMepranto-3-meTtui-1-
denmnmupazona (XIX) ¢ w-6pom-4-R-amerodenonamu (XX):

CH, SH O

5 I CH, S
. +  BCH,CCHR—p — R
. N\ N\ s
NN, . NN NCHR-p
Ph Ph
XIX _ XVIIT
R = H, Cl, NO,

BzaumopedicteueM J-amumuo-6-meprantonmpuminiaos (XXI) ¢ («-Gpomasn-
KWJT) ADUJIKETOHAMY TIOJIYYEHSl ITPOM3BOMHBIE umpmmuno-1,4-tmaszmaa (XXID)
[71, 721

Rl
3 7 2
NH, 0 K AN R
C—CBI — | h
X R3
RT N7 ST,

XXI XX

R=H, NiLy; R' = Cl, CHs; R”2=NOs3, Br, 4, CH3; R* =R* =1, CH3

Awnazornuno 3-aMuHo-2-MepxranTo-3,6-nudeRnanupasuie NPy HATPEBAHMY
B Teuenme 4...6 u B cumpre ¢ (DeHANWITAIOrEHURAMYA 00pa3YIOT HPOH3BOTHLIE
NUpasuHoTHA3WHOB ¢ BExoxamu 70...909, [74].

Peaxnmmm mMoryT mnporekars HE TOABKO MEXHY «Q-TaJOreHKETOHAMYA ¥
coenmaenwamu, conepxammmvu tpynmer SH w NH2, #o n ¢ coeqwwenwamu,
copepxanrmmy rpynny SH v reTe poruKIMUecKuit a30T P O{HOM ¥ TOM K€ ATOME
youepona [37, 39, 40, 76—101 1

0 R
SNH no N
1 + RCCHHal ——— | l
el , , 2N

S
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Tak, peaknus ¢-TaOTEHKETOHOB aIu¢aTHYECKOTO ¥ 4pOMATHUECKOrO psIAa
2-MepKanTOMMUIa30iaMi OPUBOAMT X wmMmmEaasormazoiam [85, 861, a ¢
2-MepKanToOEH3EMIIAZ0IAME — X THA30g00eH3nMuaasoraM [87—89 . Mcmoms-
30BAHUE B HTON PEAKIAM 2-MEPKANTOMMBAIA30IMHOB MPHBOIUT K 2-THA30JIONMH-
nasomunam [90]. C 2-mepkanTo-3,4,5,6-TeTparuapoOnpuMHUAMHOM X-TAJIOTEHKC-
TORE 00pasyioT THasojorerparunpormpumunui [91], a ¢ 2-MepkanTo-cum-TpH-
a30JI0M — 2-TMa30/10-cum-TprEasox [92].

KpoMe MepKamTONPOM3BOTHEIX TeTEPOIMKANYECKHX COCOUHEHENI B PEaKIUIo
C ¢-TAJOTEHKETOHAMHU MOTYT BCTyHAaTh ¥ Tuonsr [101—1111:

le) H
NH.
\N/ 2 0l \N N R
CI: +  HalCH,CR —_— ] l
>
-~ \S ) /C\S

Ilpm B3anmMoneicTBun 1-aMuuo-3-Merunbensumunazomma-2-tuonos (XXIIT)
¢ ¢enanmadpoMuIaMy IOAYYEH pai HOBEIX OpoMunos 3-apwi-10-mertwr-2H-
1,3,4-tnanuasuro[3,2-q |0ensnvmpazomms  (XXIV). VYcraHoBaeHo, UTO TIpH
YMEHPIICHUA IATEIPHOCTH PEeaKmuv BO3MOXHO BHIHEICHHUE MPOMEXYTOUHO
obpasyrommuxcs coselt Tuma XXV:

R* NH, O
N2 i
/K +  BrCH,CAr  ——
R NT s

Me
XX
1 RL N, A
R N _NH, N X
— —_—
+/k +¢l\
R N~ SCH,CAr R s
. l\l/[c I(I) Br~ Me Br~
XXV XXIV

B cnyuae coemmHeruMi, B KOTOPHIX aTOM YIJIepOHa CBI3aH IBOWHOM CBSI3BIO C
MMHHOTPYIITION, MOFyT OHITh TOXyuYeHbl mMunazobenzokcasonsr XX VI [112, 113]
n mMugasobensuvmmasonsr XXVII {114, 1151:

o]
NH Il N
I /K + HaCILCR ~— —— )\ ”
D
0”7 NH 07 N7 "R
XXVI
0
COCH
N~ ] Il N CeHs
/K +  HalCH,CR  — /k |
. N
N NH N N~ TCOR
CH; CH;
XXvi
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4. PEAKIIUH ¢-TAJIOTEHKETOHOB C 2-AJKMIIMPUAWHAMI

B mak/10KOHAEHCAMMIO ¢ ¢-TAJIOTEHKETOHAMY MOrYT BCTYNATh W COCHMHCHMS,
COZIEepXKAIIKe AJKWIBHYIO TPYIIY B a-TIOJOXEHHHU K TeTCPOIUKIAYECKOMY a30TY

[84, 116—1401: ‘

o CHR o ~e R
il +  HalCH,CR! ——= ﬁr I
~ N / = RI

OTta peakiMsg ABJISETCS ONHUM W3 TYTEH IMOAYUYEHWS IIPOU3BOMHBIX
WHAOJU3VHA C Pas3JU4YHbBIMM 3aMECTHTETaMu. Tak, 2-OukogumH ¢ {(OGpomme-
THJI) APIIKETOHAMHU B abCcoMroTHOM crimpre obpasyer 2-R-unnonwsuasr (XX VIID)
(119, 120}

LCH 0
- rI} ” a
| + BICH,CR ——= ‘
o N ‘ XN F R

XXVII
R = Ph, 4-CIC¢H,, 4-MeCgH,

e

AHANOTMYHO W3 TIPOM3BOOHHX G-TIIMKOJAMHA M OpPOMAIETOHA IOAYYCHE
wanoaumsuae XXIX [125, 1261:

R
O -
R
= il e
+ CH,CCH,Br ——= N

N s

N7 CH; < CH;

XXIX
R = CH;, NO,

Mengs T ¥ TIOJOXEHWE 3aMECTUTEACH B MHMPHAAAHE, MOXHO HOIYYATH ¥
Pa3/INYHbBIE TPOM3BONHEIC UHIOIM3UHA, HanpuMep 1,2-1mMeTr-6-HrTrporHIo -
sug XXX [1311:

o
O,N Me
* = I A
| +  CH,CCHBr ——n A
=
N~ “Et ONT X Z e
XXX

AzsTopui pabotst [135 ] onuCHBAIOT NOJYYSHHE B aHATOTUYHBIX YCIOBUIX Pafa
npyrax wHnoausmaoB XXXI [135}:

0
CH,R
7 2 I Z R
| + RICCHBr —_—
N 1'{2 SN
RZ

XXXI
R =H, CN, C;H;0; R'= CH;, CHy; R®= CH,, CH;
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Ilpu B3aumopeicTsum ¢ OpomamerodenoHoM 9-(2°,5 -muMeTHANAPATHI-
4"ypayoper (XXXII) npespamaerca 8 6-meTmn-2-benun-7-(bryoperna-9') un-
pomu3uH (XXXIID) [1381:

O

I
+ CH,CCHBr ———=

Cells
XXXII XXXII

CymiecTByeT psi peaknyii TPEXKOMIIOHEHTHOM NUKJIOKOHAEHCALME a-Tajio-
reHkeroHoB ¢ R—NH2 ¥ reTeponvk/InYeCKIMA COCARACHEUIME, COREPXAIIuMU
dparmenr —NH-—C—Hal [141—147]. Taxk, ssaumoneticrsue 4,5-mudennn-2-
6pomummnaszona (XXXIV) ¢ o-OpomkeroHaMu ¥ aMHHAMH DPHBOOUT K
mmunaso [1,2-a lummmazony (XXXV) [143 ]

Ph ) -0 Ph
| NH il RINH, N
¢I\ + BrCH,CR s | )\ Il
P
Ph N Br Ph N N R
h

XXXV : XXXV

B cBoro ouepemp, 2-MeTmia-4(35)-6pom-5(4)-murpommumazon (XXXVD ¢

Q-raJIorcHKeTOHAMM ¥ THApasMardaparoM obpasyer mvmpaso[3,4-c1-1,2,4-Tpu-
aszpas (XXXVID [1441:

H
SN 0 NO, NG
Il NH,NH, \{——\/___ N
>—C}-L + BrCH,CR —_— ]
Vj 3 Ny N
N Y R
O,N : ,
CH;
XXXVI XXXVIL

Bzammoneiicreue 2-xnopbeasumupasona (XXXVIID ¢ a-ranoreEkeToHOM M
THOMOYCBMHOM NPHBOAMT X TETEPONMKIMUCCKOMY COSOUHEHHIO C Tpems
xounercupoBanasMy uakaamu (XXXIX) [145]:

0
NH il (NH,),CS N
| )\ +  HalCH,CR ————e | )\ ||
N N N7 R

XXXVHIL XXXIX
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5. CHHTE3 UMMIA30JI0B 1 OKCA30JI0B

a-TanoreHKeTOHsl MOTYT OBITh IPEBPANIEHH B 4-MOHO- ¥ 4,5-1U3aMEIIEHHbIE
uMuAa30aer XL npu 06paboTke n30HTKOM GOpMaMuia, KOTOPEIA BEIIOIHIET POJIb
KaK AMWHMPYIOMETO, TaK ¥ (POPMIIMPYIOIIEr0o ar€HTa:

0 ' o
Il Il N7 SNH

RCCHHal + NH,CH _—
Rl . Rl R

XL

R = Me, Ri=H [148]; R =p-NO,CJ, Rl=H [149]

Tak, npu B3aUMOREHCTBAM ANKWI-a-OpPOMAJIKMIKETOHOB € (DOpMaMUIOM
moxydawoT 4,5-grankuaumunazonst [150 ] Peakuug conpoBoXAaeTcs 3HAYUTEb-
HBIM OCMOJeHreM. [IpenoTBpaTHTh IIPOMECCH OCMOTEHHS M O00eCIeUnTh BEICOKAE
¥ YCTOAYMBEIE BHXOOH UEAEBHX NPOAYKTOB yaaerca pobaBieHmeM X
peakumonnoi macce cumukareas [151]. C mensro yMEHBIDCHHMS OCMOJIEHMS U
YBEIMUEHUS BBIXOOB MMUIA30JI0B MPEIJIOXEHA TAKXE W OBYXCTaguUMHAS CXCMa
nx: moayuerus [150]. Ilepeas cragua Brumouaer cuaTe3 aMmmHoxeToHa XLI,
BTODAS — €T0 HMEKIW3ANHIO Oo mMuaasona XLII:

' 0
o - 0 i

NH,CH
CH,CCHBr  + HN — = CH;CCH—N — .

(CH,),CH, (CHL,)CH;

XLI
: N7 NH
CHy” “(CH,),Cl;
XLI

TaxuM OIyTeM YOAX0OCh YBEIWYUTH BHIXOOH WMMpaszona xo 52%. Bmecro
IIOEPHARHEA MOXHO HCHOAB30BaTh TpusTHaamud. OO0pasyomascad npu 3ToM
yersepraugas codb XLIII Ha BTOpO# CTamuu B3aMMOOEHCTBHS C (HDOPMAMHUIOM
npespamaercy 8 4-rexcumamunazon (XLIV) ¢ serxomom 409, [151, 1521:

O

9 0 Il AN
&
I + |l NH,CH N7 ONH
BrCH,C(CH,);CH; + NEt; — = Et;NCH,C(CH),CH; —m S
Br~ CH,(CH,)5
XLII XLIV

B 10 Xxe Bpems w3 Opommerma(amamManTuia-l)keroma ¢ dopMaMuIOM
Oy YaroT 4-(agaMaHTia-1) IMUIA30/1 ¢ XOpommM BEXoOoM [6 ], ¥ro, BeposTHO,
CBA3aHO C OOIbUIEN YCTOMUHBOCTHIO 3aMaHTAHOBOTO [IAKJIIA.

Ilposenenne peakiun OPOMKETOHOB € (OpMAMHIOM B CCPHOKHCION Cpefe
OPUBORUT K oKcazoaam XLV:
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0
N7 o

i Il
RCCHBr + NH,CR?® ———
Rl R R1
XLV

R = CsHs, p-CH3CsHa; RY = H, CHs; R®=H [153]; R=Ar, R'=H, R>=Ph [154]

6. IIONYYEHHUE THA3OJIOB

UpesBHuUaiao WHTEPECHA PeaKIud -TAJOTCHKETOHOB ¢ THOHhOpMaMUAOM,
KOTOpad MO3BOJILET MOAYUnTh 4-3aMemenasie Tuazonsr XLVI [155, 1561

(o] S
il i N
RCCH,Hal + NH,CH ———  [____
R
XLVI
in
R=Me [157}; R=CH2COOEt [158]; R = p-MeCesH4 [159]; HCEC——
R =p-CiCsH4 [160]; R = muzosmew [161]; R = Tporosrut R= \B,10H10 (163,164

[162]; R =anamantun [165]

MOXHO MCTIOAB30BATH M JPYTHE THOAMHAABI, UTO NPUBONMT K 4,5-AM3aMeIICH-
BeIM THa3omaM XLVII:

) s
NZ s

| fl
RCCHHal + NH,CR! —— &

R R!
XLvH
R = C6HsCO, RY=Me [166]; R = mapurmun-2, RY = Me [167]; R = uugomen-3, R = Me [168]; R =
=TPOTIOJII, R'=Me [162]; R = amamanTiur-1, R'=Me [165]; R=Me, Ri=1-Bu [169]; R =Tpono-
mut, R =Ph [162]; R= S-nurpodyp-2-1wr, R* = CHzPh [170]; R = Ph, R' = AINHNC(COR)
[171]; R=Alk, rR= OCTATOK N-anxuaamega 6en3onno kucaoter [172]; R="Ph, R= TIUPHIHIT
[153]; R=Ph, R*= unpomun-3 [173]; R = 4-CICeF4, R' = mupumun-4-sin [174]; R =Ph, R* = be-
HMHRoAKA [175]; R = xuHon-8-ui, R'= MeTHauMHaaso [176]; R=Ph, R = BEH30MAUMAHOME-
ia [177}; R=Ph, r'= 1,5-pumenummanonuppoinr [178]; R=Ph [179],
O
NH
R'= Ph — [179]
HO S

Vicnons3oBanne OHCIPOM3BONHEIX THOAMUAOB IPHBOANT K OHCIPONIBOXHEIM
tuasona XLVIIL [1801):

S S O

il
p—CH;CNH—CH,~NHCCH;~p + 2 CH;CCH,(} ———=

S S
— ol
N CH,y N
CH, CH,

XLvia
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7. BBAUMOZENCTBHUE <-TAJIOTEHKETOHOB C MOYEBHHOMH
- 1 TUOMOYEBHHOMN

Peaknuma «-raJoreHKETOHOB ¢ MOYEBMHON MPUBOAMT K WMWIA30IHHOHAM-2.
Tlocnenure MoryT ObITh CHHTE3WMpPOBAHBI K4K B OOHY CTafgMI0, TaK M yepes
TIPOMEXYTOUHOE IOXYUYCHAES aMUHOKETOHOB, UYTO MO3BOIICT YBEIMYUTE BEIXOH K
CHM3UTH CMOJIooOpasosarme. OTHOCTAARMHYI0 NUKJIOKOHJEHCALMIO YHaJI0Ch
OCYIIECTBUTD st 3-OpOMOKTAHOHA-2 TOJBKO B KHUIIAIIEM STWICHITIUKOAES ¥ NP
u3oeTke K2CO3 ¢ mansmvu KOJIH‘ICCTBZMI/I vcxogHbx Bemects [181]:

(0]

ﬁ ' /U\NH

: HN
CH;CCHBr + NH,CNH, — &

CH; (CH,) ,CH.
. (CH Q4CH3 3 ( 2)4 3

JByxCTaguiHEIA CHATE3 OCYIMECTBICH B3aMMONENCTBMEM HA TIEPBOM CTa MK
a-OpOMKETOHOB C AWMETWJIAMMHOM wiau rmrepunmaoMm. OGpasyoimuica
a-amuaokeToH (XLIX) 1mpM DHKIOKOHAEHCAUMH C MOUCBMHOM IIPCBPAIIACTCS B
umunasomusaon-2 (L) [181—1831:

o
o .. o il
NH,CNH,
CHyCCHBr  + Me,NH ———n CH,CCHNMe, ———w
( CH2)4CH3 . ( CHZ) 4CH3
B XLIX
0
HN)I\NH
- |
CH, N(CH,),CH,
L

IIpomexyrousoe obpasopaEme ammHOKeToHa XLIX IIO3BONSET THHTE3HpPO-
Bath uMuaasoamaos-2 (L) ¢ serxomoMm g0 609.

Tlpu B3amMonmeHCIBHUH «-TATOTEHKETOHOB C. THOMOYECBUMHOMN o6pa3ymTcsr
2-ammmormaszonnl (LI):

RCCH,Hal + NH,CNH, ———

NH,
0 : S : P{
I Il N7 S

R™ 1

R=rexcun [152], R=Ph [184], R=p-MeCgHs [185], R=p-ICcH4 [186], R = n-meToKCHdeHMT
[187], R = unpomur-3 [161, 168], R = mupumin-2 [188], R = anxmnruodenwn [189], R =5-Gpom-
dyprur-2 [190]; R =Tponosmr [162], R =duyoperm [191], R = xymapurun-3 [192], R =anaman-
Tun {165, 1941,

Me
= NH—
R= [193]
O
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 Ecam mpoBoauTh peakiiuio ¢ N-3aMeneHHBIMY TPOU3BOTHBIME THOMOYCEBWHEL,
T0 obpasyrorca N-zamemenuse 2-amunornasonst (LID:

: - NHR!
o) S :
] i N s
RCCH,Hal + RINHCNH, ————=
R
LII

R = rpomomuwr, RY = Me [162]; R = p-ICsE4, R = NNHCOCHS3 [195]; R = p-MeCgHs, R' = Ph [196];
R = p-FCeHs, R*= p-BrCéHa [197]; R = p-CICsHy, R = — N=CHCsHsMe [198]; R = p-BrCeHas, RT =
= CH=C(CN)Ph [199]; R~ Ph, R'= ArS02C(CONHz)=NNHAr [200];. R = umuzaazonmi, Rl= 3,5-nu-
METHIIM30KCA30TII-4 [202]

CH;

N—|/
R=Ph, Rl= )[\ I [201]
_N
N
H
K peaxumaM TOro XK€ THIIA OTHOCUTCS B3aMMOIEHCTBHE OpPOMKETOHOB C

tuctromouesmuoi LIII, B pe3yapTaTe KOTOPOro noayvaioT Oucruasemmavis LIV

(203 1:

S S (@]
R R
. I N N
NH,CNHCNH, + 2 RCCHHal ———— | ! |
1'11 R! S S R!
LIL LIV
R = Ph, Ar; R! = H, Me, Ph
[lpousBomuele THA30A0B — 2-MepPKANTOTHA30AH  (Tmason-2-tuomen) (LV)

MOXKHO IOJIYYKTh PEAKIHEN -TATOTEHKETOHOB ¢ puTrokapbamaramu LVI:
S
i ﬁ s
RCCH,Hal + RINHCSNH, ———— | —
LVI ' LV

R=CH3s, R'= CH2COOH {203]; R=Ph, R'=H [204]; R = Ar, R = H [205]; R = MeToKCH(DeHIT,
R'=TH [187]; R = suposiun, RV =11 [161]; R = rponnoymur, RY =H [162]

BzammopeiictemeM a-rajoreEKeroHOB ¢ murHoMouesuHON LVII momyuaror
Gurerepormkst LVIIL [207 §:

0 S S Ph N
N : ’
I i lf ’ 1 =
PRCCH,Br + NH,CNHNHC—N S S/l——N S
Ph

v LVIII
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HurepecHa peaknmsd ¢-rasioreHKETOHOB C THOCEMHKAPOA3UAOM, IO3BOJISIO-
mast NOJAYYUTh ILENBIE DI NOHKJIMYECKHX NPONYKTOB, CTPOEHHE KOTOPHIX
oumpenmensercd ycaopusmu peakumm [156, 208]. Takx, upm HArpeBaHH:®
dheranmnbpomuna ¢ TmoceMuxapbaszuaoM B coupTe [207 | B KOHIEHTPHPOBAHHOM
HCI [209 ] wmx HBr [210] obpasyiorca gea mpogyKTa:

NH, - HBr NHNH, - HBr
0 ' S
” N s N7 s
CH;CCH,Br + NH,NHCNH, ——— % +
HSCG
C6H5
LIX LX

Hatinerno, 4To OIUTENBHOE HATPEBAHWE o-TANOTEHKETOHOB C THOCEMHMKApOa-
3WO0M B CIIMPTE MIPUBOOWUT K CMECH THAAMA3MHOB, THA30J0B U THasosauuos [206,
211]. HTEpecHO OTMETHTH, YTO IPH .KOHACHCAHUHU «-0pOMaleTUIINPHTIHOB
[212—215] wnm w-GpoMamerodernonos [216] B cmmpre 06pasyroTcd TOIBKO
COOTBETCTBYIOIIIE THATHASHHANBL. BaamMoneiicTBue ceMUKAapOa30HOB 3aMEIEHHBIX
METHJI-5-THA30IUIKETOHOR C (¢-TAJOTEHKETOHAMY TPUBOLHUT K 2-THA30TUITHAPA-
30HAM YHOMSHYTBIX METHJI-J-THA30aMIKeToHoB [217]. Bpomkerons ¢ 4-3ame-
OEHEBME THOCEMMKApOasuaaMu B COMpTE FArOT THasonsl [218], B cayuae xe
1,4-gu3aMenmeHabIX THOCEMHAKAPOA3nI0B HOIyYaTca TtHasomumessie comu LXI
[2191]. ‘

NHNHR?
S o]
| I AN
RNHCNHNHR! + BrCH,CPh —_— .
2 Br
Ph
LXI

R 1 R! = Ph, n-samemenssiii Ph

Y3 a-rasoreHKeToHOB ¥ 4-3aMCIIEHHHX THOCEMHUKApOasnnos B 2 M consuomi
KHUCJAOTE MOJYYAIOT COOTBETCTBYMoWMe Trocemukapbaszousr LXII, koropsie npm
HATPEBAHWY B CrmpTe nepexondar B traguasmas LXIIT [210]:

o 5 _N__ _NHR
1 Il 2 M HCl N Y
PhCCH,Br + NH,NHCNHR ———— PhﬁCHZBr —_— )I\/s
NNHCNHR Ph
.lsl LXIIT
LXIT

R = Me, Ph

AHanornuHO B3aUMONEHCTBHEM w-OpoMareTodeHonos ¢ 2,4-1u3aMCIICHHBI-
MH THOCEMUKAPOA3UIAMU B ITAHOJE CHHTE3UPYIOT THocemmrapbazomer LXIV,
Ilocrepave HarpeBaHWEM B MHXJIOPITAHE MNPEBpATICHEI B THangwaswasr LXV
[220—222]:

NR!
§ RZ J\
I I PhCCH,Br e, RNy Ns
PhCCH,Br + RINHCNNH, ———— If _— I
: | NN—CNHRY Nao
R? |l
R* S Ph
LXIV LXV

R =R!= Me, Ph
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8. IPYI'ME PEAKIIHI

Pan peakuuii o-rasoreHKETOHOB HE BIMCHBAIOTCY HU B OfHY M3
BHRIHCYOOMIHYTHX cxeM. OmHako OHHM IBIASIOTCH BAaXHBIMH U MHTEPECHBIME C
TOYKH 3PEHHUS NONyUYeHHus OHMOJOrMYECKM AKTHBHBIX BEMECTB M TOJIYIPOLYKTOB
LIS OPTAHWYECKOTO CHHTE3d. B CBA3H ¢ 9THM T.I€J’I€C006pa3]:{0 BBIAEJUTD HONO0HBIE
peaxitii B OTAELHEBIN pasaes.

B xauectBe omHOrO W3 METOHOB CHMHTE3a COCAMHCHHUN UHPPOJABHOTO DPIAa
(LXVD cmyxwur peaknus Famua [223] — B3auMORCHCTBAC o-TaJOICHKETOHOB C
aneroykcycHeM d¢upoM LXVII B npucyTrcTemm aMMuaxa:

o)
Il NH,
RCCH,Cl + CH,COOCH;  ———w
COCH;
LXVI LXVI

a-TanorenanerodeHod pearupyer ¢ (EHWITHAPA3MHOM € 00pasoBaHUEM
6-dbennnaso-1,3,6-rpudennn-1,4,5, 6-rerparagponupunasuaa (LXVIII) smecto
OXHIAEMOTO rHApasoHa [224

CeH
| C4H,
\1\[1 N=NC,H
CeHs
LXVII

TIpn B3aMMOJEHCTBIHM C-TAJOTEHKETOHOB, ¢ HATPHEBOW COMBIO -aHmiu-Gens-
ampmokcuMa (LXIX) monyuaror 3,6-mudennmn-2,5-muruaponuprnasna-N. N-qu-
okcup (LXX) [2251:

o CeHs

Il -
CH—C—CH,Br + NaON=CHC.H; — = O N\ \N—>O
LXIX Cetls R
LXX

Peaknus ryawmnrragpasona Sensanmbnerana (LXXD ¢ o~ GpoMaakuiapuike-
TOHAMH IPUBOJMT K 2-aMuHo- 1 -OeH3mwnuneHaMpraEouMugasoxaM (LXXID) [2261:

Q N=CHCH N-—N—CHCGH-
R! chHBr + NH —_—

R ﬁ—NHZ NHZ
NH
LXX1 LXXII
R!= Ar, R?= Al

ABajOrgyHO, IPH pEAKIUM (-TAJIOTCHKETOHOB C HBYMSI MOJCKYIaMHA
4-anxwiryaswaraapasona (LXXIID - momyuaroT WHTEpeCHBiE TPOW3BOTHBIE
wmvagasona LXXIV [227 .
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Hcl )
o | R R> _N=C—R*
T NH ! N
R!~C—CHHal + 2 | —_— 2\
L2 NH R N ONHRS
C
HNZ NHR® LXXIV
XX

Rl= Ar, R?=H, Ph, R®= Alk, R*= Ar, R®= Alk

Bpomanxanonsr MoHoankwupyioT xucaory Measapyma (LXXV). Kornnerca-

O¥g OPOXYKTd MOHOAMKHUINPOBAHNS ¢ OKTHIAMUHOM HAET S-ATKUIAACHITAPPOIH-
auu-2-oubr [228 1:

fo) O
9 CH,COCILR
0 I o
+ BiCH,CCH,R ——— ——
0 O O O
LXXV

1. AcOH, H,O CgH,;NH,
-?—Mé—H—> MeOOCCHZCHZCOCHZR —_——
= e - 0”7 N7 XcHR

|
CeHyy

R=(CH,),CH; n=34,9

Imxarsanus cosest TnokapGasuuosoit xucaoter LXXVI ¢ 6pomManeTHaapena-
MU IIPHBORAKT K S-apmi-3,6-murmapo-1,3,4-tuaguasur-2--ogam (LXXVID [206]:

O Ar N.
|| NHz\ Z SNH
ArCCH,Br + NH —_— /&
C=0 S O
Ks”
LXXVI LXXVII

Iuxerocynbhun, aerko o0pasyomuiica npy B3auMoacicTern 6pommerm(l-
amaMaHTIUDKeToHa C cynabdumpmom Hartpug, B npucyrcteuum  TiCly merko
IMUKIA3YESTCA U IPH MOCICKYIOMEH JeruapaTanmy gaet 3,4-anagaManTuaruoder
[2291].

* Peaxnmma nwasmogos oxcumo (LXXVIID) ¢ X/OpKkeTOHAMM TIPHBOAXAT K
S-(rumpokcumeTin) -A“-uzokcasomEam (LXXIX) [2301:

—OLi 0

N—OLi N—O

RICCH,Li + ArCCH,] ———  R! 4 Ar
CH,O0H

LXXVIII LXXIX

Rl = ph, p—MeCH,, p—-CICH,

N-Anw-2-srokcukapborumnaneramuapason (LXXX) ¢ a-ramoreEKeToHaMu
obpasyer mmpposimnuso [2,3-¢ Joupaszon-3-oasr (LXXXD) [2311]:
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o ﬁ HO o
CHOOCCH,CNH, + BrCH,CR® ———— l l Ni
il NN
N~ N7 SCOR
H

NNHﬁR

(6]
LXXX LXXXI

R = CHj, OC,H;, Ar; R = CH;, Ph

Peaxmuen 2- (R-kapGogmamermwinnes) -3-bermnrnasompmaoros (LXXXID),

PhNCS, NaH u PhCOCH2Br cuaresuposansr 2- (R-xkapbormwmerwiunes) -3-de-
HI-3- (3-pemmnTrasonuauH-2-winnew) Tuazoaua-4-ousr (LXXXII) [232]:

Ph
0
Ph \
\ /N
N—CO RCOCH=C
RCOCH=C, + PhNCS + NaH + PhCOCH,Br — N
s—cCH, \c——s
Ph_/
LXXXIT LXXXII y
o

Ipuseaesasii B HacrogumeM o030pe MarTepuan CBHOETEABCTBYET O

HOEPCNCKTHBHOCTHA MCIIOIB30BAHUA -TaJIOTCHKCTOHOB aIIH(I)aTI/IT{eCKOFO, AJINITUK -
JHUECKOTO, apOMATHUCCKOTO U IETCPONMKIMYCCKOTO PSIOB B CHHTC3C PA3JTAYHEIX
TETCPOUHMKIHYCCKHIX COCIMHCHWH. O‘I&BI/II(HO, BO3SMOXHOCTH CHHTE3a HaA HX
OCHOBC HAaJICKO HC HMCYCPIIAHBL U IICJICCOO6p33HO IPOAOJIKEHMEC HCCACTOBAHNY B
STOM HATIPABJIICHUN.
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